This Page Is Inserted by IFW Operations 
and is not a part of the Official Record 



BEST AVAILABLE IMAGES 



Defective images within this document are accurate representations of the 
original documents submitted by the applicant. 

Defects in the images may include (but are not limited to): 



BLACK BORDERS 

TEXT CUT OFF AT TOP, BOTTOM OR SIDES 
FADED TEXT 
ILLEGIBLE TEXT 
SKEWED/SLANTED IMAGES 
COLORED PHOTOS 

BLACK OR VERY BLACK AND WHITE DARK PHOTOS 
GRAY SCALE DOCUMENTS 



IMAGES ARE BEST AVAILABLE COPY. 

As rescanning documents will not correct images, 
please do not report the images to the 
Image Problems Mailbox. 




09/6016 

PCT/JP99/00541 
B ^ a # f^r ^ 08.02.99 ^ 

PATENT OFFICE ( g 

JAPANESE GOVERNMENT H Q 'lA 

^m^t m-^x'^h:it ^mm'ti> o 

This is to certify that the annexed is a true copy of the fdlowing apjdication as filed 
with this Office. 



m m ^ B B 

Date of AppKcation: 1998^ 2B 60 



REC'D 2 6 MAR 1339 



WfPO PCX 



I j f ^g. 

y^plication Number: 1 0 ^#fFMI| 0 2 6 2 5 7 # 

£b ® A 

Applicant (s): 




PRIORITY 
DOCUMENT 

SUBMITTED OR TRANSMITTED IN 
COMPLIANCE WITH RULE 17.1(a) OR (b) 




i^AjI 10 — 02625 7 

PM1442 

m^f^Wf^mi A01N43/40 



mm mm 



1 



mgE#¥ 11-3013017 / 



/jf 5p 10 — 026257 



#159 m 



m^m mm 

[^mxitmm^ i^mm^-^m^^ 3-3-1 3 s i^mi^^i<^ m 

[^SaS-^] 000006091 

03-3273-3357 
[J^m^m^^] 008305 

m^^m^ 21.000R 
mmm 1 



2 



ffi|E#¥ 1 1-3013017 



i^^L 10 — 026257 



mm^] mmm 
im^mi] M-m^ (1) 



^LT=foJ:V%2 -H \^U^iy-zi^ymmm. SMS^r^bT .J: V^ 3 - Fn 
^i/-4 -^y U>:*;i/;K>^3^«, e^S?:^ LT=fo J: Va4 - t: Fn^i/- 5 




CH3 



(1) 
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#^ 10-026257 



-i-iemmo:>ib^m-o 

m^TMe] M-M^ (2) 
[^b2] 




(2) 



•:f^V)vm^BL. Rg li-hdS. T^yS, Ti/>n/T^ y^XliN, N-t; 
[0 0 0 1] 
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[0 0 0 2] 

m^(^^m 

[0 0 0 3] 

mr^^jtmm^mmi3\^M(Dmmti^^^r^nx\^^^. Htc, m7S:<D^^^m^K^v 
h^^^ti-jtv. z:tiizM-t^mm^^Mmiihx(Dmm^:^^m<Dmm^m^ti 

[0 0 0 4] 

ff^±^tjtmm^^^x\f^^. 

[0 0 0 5] 

— X h V:/ h/^'-'T^'f S/U ^7AlcMt"-6|||5fc (Streptoverticillium sp,S 
AM2084, Xm^^i^^^X^^teW^m^i^##FERM P-14154) ®m«?t^r>*^ 

mmi^^-'hn^nt^ffiMm-\ttn,^mMM-2it. rm-m^ (s) 

[0 0 0 6] 
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Ut3] 




[0 0 0 7] 
[0 0 0 8] 



4 



aill#¥ 11-3013017 



Ij^^L 10 — 026257 



lit 4.] 



NHCHO 




Antimycin A R= -(CH2)5CH3 

Antimycin A3 R= -(CH2)3CH3 

[0 0 0 9] 

±SHL:tTJK-2li. UK-2A, UK-2B. UK-2C> UK-2D;& ^C^)^^#:S|*^&3& U, ^ 

7 -233165, The Journal of Antibiotics, 49, 639, (1996), m, 49, 1226, ( 
1996)) „ 

[0 0 10] 

^K-2^m^^i^iihx^ti\^t,-^mm^mitmmiHiz:3oi-i^^:iiy h 
^^xit-m^^^^^m-t^^(D(Dmmiy^j\yX'it'e(Dm^i!f^R^^ti'f. ^(d^h 
mii^^^^tix\^r=.o 

[0011] 

i^tj^^m^^^xi^^}. Mm\z.i^\^mm^Mt^m. ^i^hit^^-^m%m^ii-t 
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[0 0 12] 

UK- 2 f b-^ife §: mmmm t-t^ mmmm^ ^mm-t^<m^^m^hr^o 

[0013] 
[0014] 

•r^t)*), 2[c^^lci:Si:, rk<D-m^ (1) 
[0 0 15] 
[ft 5] 




(1) 



[0016] 
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>^^MSS:5^-r] 

[0 0 17] 

bT*J:V^4 -=3py U>;!j;1/jK>^3^S, S^SS:^ J: V^ 5 -If U ^ 

ij )\^'^sZymBM. gmS5:^L/T=bi:V%2-^7=3r-9-U >:*;;i/3i^>^a«t:^b 
, Jg^C^^b<ttgm^5:^bT=feJ:V^2 -l^ FD^i/^S#m3^a. fiil*^ 
;tbT%J;v>3-t:KD=^re/tf=iy (fc:/^'b, 3 -n Fn^i/-4 

gg|»^*bT%J:VN3-li Kn^S/-4 -df / U >:i7;i/3K>^J^«. 
eSl^^^bTt) j;VN4 Kn^e/- 5 -If U ^ 

[0 0 18] 

IsI#tCJiSH-ISy^ (1) iC^V^T, T^y'^MSiltt. SSOT^y'^^^® 
[0 0 19] 

^fc, 2{5:^^lCi:-5h. (2) 
[0 0 2 0] 
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Ut6] 
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(2) 



[0 0 2 1] 

■:f^V )Vm^^l^. li-hDS, T^/a> ri/;i/T^ >^»XttN, N-P 
[0 0 2 2] 

^ 5^ ;i/T ^ SAW ^ u V ^o 

[0 0 2 3] 

leic, 2j5:^^lCJ:Si:, (1) :S:I? (2) ©'fb^i^Xli^OiS^mK® 

[0 0 2 4] 
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[0 0 2 5] 

(1) UK-2cD:»;i/7N>^y^ K^-grg)-fb^&&^^^ 
[0 0 2 6] 

>^)^^aMT-^^V^c UK-2ti9Mim^^ 3o©;j7;i./}f>M3:X7^ 

^ ito ;t zi ® J: e» ^jtiMTii'^m^^ iz^^xmMiz^ti^ (o^^i^'^^m 

[0 0 2 7] 

^I^^h'^yjyyZtU^^Xy- h (CH3)3OBF4;0> J; <f[|ffl^4x -5 (Tetrahedron Letters 
, 1549, (1967))„ 2^fg^#e>t,, $feTr(D:&^$:UK-2{C®Mbfe*^, 

^Ay^fii^f-tirT, m=^<D6^m&m.m^^\^x\t. m^mm.o)m-2^mu-^^\z 

[0 0 2 8] 

mRx:^7)vi3^)x0mzM7i^^mi:^i'f^-t\^^0 (^-^) -^^^s^a 
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»i-$4T>-^b^^$-./-#-*t#^-4R7^i.^ 

[0 0 2 9] 

UK-2A-28Li^i-s) $:#sz:i:Jc^^bfeo UK-2, Ty^-^^t/ym^ifi^^ 

[0 0 3 0] 
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[it 7: 



OCH 




CONH 




CH, 



UK-2 



NH 




OR 



UK-2A 
UK-2B 
UK-2C 
UK-20 




-COCH(CH3)2 
R= -COC(CH3)=CHCH3 
B= -COCH2CH(CH3)2 
R- -COCH(CHa)CH2CH3 



UK-2-28L 



UK-2A-28L R= -COCH(CH3)2 

UK-2B-28L R= -COC{Cfy-CHCH3 

UK-2C-28L "= -COCH2CH(CH3>2 

UK-2D-2aL R=-COCH{CH3)CH2CH3 



[0 0 3 1] 
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rtiic, {ij5§2^gT'^-&UK-2©io^»~ioo^&*(Z)<smr;i/3-;i/ (ox:- 5 

[0 0 3 2] 

• 3CDJ:e)lCbT#e>:nfe9M^e^'^^ b> • T 5 ^ ft-^WK- 2 -28L lijg^ 

o 

[0 0 3 3] 

^ (2) uK-2 -28L(Dy ^;Wbtc«k^j^gMa-fb-a-^g)-a-^^ 

UK-2-28Lii. ^$i:^^^ttjS©:;f7;l/3^?>^, :^;i//J<>m^ o U F. i^)\^ifsy 

^S/;i.;!7;i/3Ki;>f ^ F, 1 - (x^;i.-3- (3 -y^f^;i/r ^ ^ -^a if ;i.) 
)VifsV>{% F^m^^. i;i/^n^=^i/;v:*;i/5}<t>'-<^ Fi: i -ti Fn^i/^>v^ 




ffiaE#¥ 11-3013017 



10-026257 
[0 0 3 4] 

[0 0 3 5] 

(3) UK-2(D3' ^7i<.mm(D7-yMtK^^mMmm\:^m<D^^m 

[0 0 3 6] 
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O I 

CH3 



UK-2 0K-2A H= -COCH(CH3>2 

UK.2B R= -COC(CH3)-CHCH3 

UK-2C R= -COCH2CH(CH3)2 

UK-2D R=-COCH(CH3)CH2CH3 



t 




Acetyl -UK-2 Acety^UK-2A R= 'COCH(CH3)2 

Aectyl-UK-2B R= -COCCdy-CHCHj 
Acetyl-UK-2C -COCH2CH(CH3)2 

Aeetyl-UK-2D R=-COCH(CH3)CH2CH3 



[0 0 3 7] 

jiiBT y }\^mt. UK- 2 izM hmnm^m -^tix v^§7K^S(^ r yMtm^m^^ 
>fl::/Dtr;r-;K i^^btrAn>r;i/, i^<fc^>v^-r;K ha^^^d u K^^ifc^m 



ffi|iE#^ 11-301 



0-026257 

M-r-S3~i:*>"5'^-5o ----- - - 

[0 0 3 8] 

[0 0 3 9] 

(4 ) UK- 2 g) 2 > ^Vl/gg) ^ > "^^MCD^tmmMlZ j: ^ m^^'K-fb-a-^g)'^ 

UK-2 Id; 9 M^^i5^ h >® 2 ^ic/<> P;vm^m-t^z:iif)^t^mm±(Dizm 
M$tiTVNS=fo(D®e>-^, iSS (-2010 — 5or) Ti^fb^^ i/^^^^a □3}>;i/A 

[0 0 4 0] 
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OCH, 




CONH 




CH. 



UK-2 



UK-2A R= -COCH(CH3)2 

UK-2B R= -COC(CH3)=CHCH3 

UK-2C R= -COCH2CH(CH3)2 

UK.2D R=-COCH{CHa)CHaCH3 



OCH 




CONH 




NO, 



CH, 



UK-2-401 UK.2A^01 n= -COCHCCHah 

UK-2B-401 R= -COC(CH3)=CHa<3 

UK.2C-401 R= -COCH2CH{CH3)i 

UK-2D-401 H=-COCH(CH3)CH2CH3 



[0 0 4 1 ] 
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[0 04 2] 
[0 0 4 3] 

it-rtiit^^^. z.<7)j:t>fjtn^mmiiLxit]^r^M. w^mm^m. mmi^^m 

[0 0 4 4] 

t:>^xmm^ttnit^\>\ :L<D^^rjtmmmm(DmtLxit. mm. mmmt^if 
i}^mmx:^^mm(D}^mzmmt^:niitf^x^^o 

[0 0 4 5] 

:^^m(Dit^m^r,mmiifiMmmtiLxmmt^izit.. m^<Dmmmmiz^iD 

h<Dm^<Dmj^jim^xmmiit^^mmMm(Dmm^mmv. mmMmcDmm^ 
m±-t^r=.^izmm^n^%<Dx$>v. M.i$'miz\,t^u(Dmmmm^m±'t^m 
mm. :^um^(Dmi!BmMmm. mmiz^M^^mm- mmm. mmm. 
Mumz^M-t^jii^mm. mmAx:^m.m(DMJnzm^^^mmm^jtE^mm 



ffilE#^ 11-30 



#^ 10-026257 



[0 0 4 6] 
[0 0 4 7] 



1 (2R , 3R , 4S , 7S) -7-Am i no-2-benzy 1-5 , 9-d i oxa-3- i sobutyr y 1 oxy-4-meth 

yl-l,6-cyclononanedioneJttK-?-g> p - h;i/j:>>^;i^7}>>^;^ ('ft:-^^ga-^UK-2A 
-28LS.yfUK-2A-29L. — (1) X'R^ *Wvy^U;i/«, Rg i^yi<^mX' 



UK-2A SOOmg S:J^^f:>l5^b>50mLtC^^b, :^?^Ttf U V y 0 A^ml. hm. 
D«?)OX:ic}^^|ibfc^ ^ J -;i/50mL$:< t>;lTi5^r^^USb:feo fee>*^C*bo 

r iC^iP Vr=.^it:^^ 1/ >200m L h^j^fiM^WM;!Kl50m L < t> A TdS^M L 

, M{C7KM$:s;>"^'nn^^>20mLir2iaiAmbT. ^mhr=.Mmm^mMr^ ^ 

h;i/X>:;^;i/;}N>Ml7KftIi^l80mgCDl^M:i:^;i/ (50m L) ^Jj^Sr^iSJCTin 
^feo =^mLT^3t^M'fb-^«^UK-2A-29L$:^^L,>to XR*232m g (JR^45% 

) o 

[0 0 4 8] 

UK-2A-29L 87mg^m.it:^^uyt5%m^mwmyi^t(Dmmizmm-v. ^ 
w.\.xMmM-^TmL'rv')^h.xm.'m\.fz.^. w&mmx.. ^fi^t:'&w-2A-2 

8L 51m g (iR^86%) 

[0 0 4 9] 
-fb-^^UK-2A-29L 

^H-NMRCCCDg) gSO) : 6=1.17 (6H, d, J=7.0, CH ( CH g 
) g) . 1-32 (3H, d, J =5.86, 4-CH3) , 2.30 (3H, s, CJigCgH 
4SO3H) , 2.60~2.80 (3H, m, J =7.0, C_H (CH3) g. CHpCgH^) 
, 3.00—3.20 ( 1 H, m, H- 2) , 3.50 ( 1 H, b s , H - 8) , 4.52 ( 1 H 
, d d, J=5.5, 8.4, H-8) , 4.90—5.20 (3H, m, H-3, 4, 7) , 



11-3013017 



10 — 026257 

7.11 (2H, d, J =7.6, CHgCgH^SOgH) , 7.14—7.30 (5H, m, Cg 
Hg) , 7.48 (2H, d, J=8.1, CHgCgH^SOgH) 
[0 0 5 0] 
- fe'o-#lUK-2A-28L 

^H-NMR (CD3 OD) : 6=1.22 ( 6 H, d, J=7.0, CH ( CH 3) g 
) , 1.32 (3 H, d, J =6.1, 4 -CH3) , 2.60 (IH, septet, J = 
7.0, CJi (CH3) 2) . 2.76 (IH, dd, J =13.4, 4.3, CHpCgHg) , 2 
.81 (1 H, d d, J =13.4, 9.5, CHpCgHg) , 3.02 (1 H, t d, J =4.3 
, 9.5, H-2) , 3.82 ( 1 H, b s, H-8) , 4.41 (1 H, b s, NHg) , 
4.51 ( 1 H, b s , NHg) , 4.70—5.30 (4 H, m, H-3,4, 7, 8), 7 
.11—7.23 ( 5 H, m, CgHg) 
MS (EI) :m/z=363 (M) 
[0 0 5 1] 

HifeM 2 (2R , 3R , 4S , 7S) -7-Benzy 1 oxycarbony 1 am i iio-2-benzy 1-5 , 9-d i oxa-3- i so 
butyryloxy-4-ioethyl-l,6-cyclononanedione (>f[:-^%iH#UK-2A — 27 L , — jjg^ 
(1) -CRj TbW y y R2 t/^<yS^^A:t^i/:^;V:^=:^)hmx^^^it^ 

UK-2A lOOmg ^i^>fl:;i^l/>10iiiLlc:^ll¥L/, ^^^TifVVy32msil^^ 

ituys3mg^<t>PLX. i.mmtamMm.i^t=.. m^v-sox:iZii^mhr^^. 

e)7t)^D«)0TClC?^£Pb:t^^ y -;i/10mL S: <t)X-T^?aT'3^r^;SfSb:to ^ 
fS?|glC^ e>}b^ D«b 0 r tC?^S|I b feJ^-ft:;^ ^ 1/ >50m L ^ ^fOfi^^ WM^KSOm L 
$:<t)^T:$>?Sb. 3g{C;!KJi$:i^'^nn^^>20mLT'2imttmLT, -^^bfc 

mg (JR^48%) 
[0 0 5 2] 

^H-NMR (CDCI3) : 6=1.23 (6H, d, J =6.8, CH ( CH 3) g 
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) , 1.29 (3H, d, J =6.2, 4-CH3) , 2.50—2.80 (2H, m, Cli (C 
H3) 2' CHoCgHg) , 2.80~3.00 (2H, m, CHpCgHg, H-2) , 3.45 

(IH, bs, H-8), 4.80—5.00 (2H, m, H-4, 7), 5.09 (2H, 
s, CgHg CH- oOCO) , 5.00—5.30 (2H, m, H-3, 8) , 5.45 (IH 
, d, J=7.8, CONH) , 7.09—7.33 (lOH, m, CgH5X2) 
MS (EI) : m/ z =497 (M) 

[0 0 5 3] 

HifeM 3 (2R , 3R , 4S , 7S) -7-Ain i no-2-benzy 1 -5 , 9-d i oxa-3- i sobutyr y 1 oxy-4-me th 
yl-l,6-cyclononanedione tosylate (-fb-p%gB#UK-2A— 28L, — ( 1 ) "C 

i\:^m (iR^41%) 
[0 0 54] 

HifeM 4 (2R , 3R , 4S , 7S) -7- (2-Hydr oxyn i cot iny 1 am i no) -2-benzy 1-5 , 9-d i oxa-3- 
isobutyryloxy-4-methyl-l,6-cycIononanedione (^fc-^%6a#UK-2A— 001. — |g 

UK-2A-29L 40mg. 2 - ti Fn ^i/:^n5^>^20ni g:S.t5 1 - FO^^/^ 
>!/hUrv^-;i'20mg$:tf U i/">2mLlC^^L, ZltlJCl 3 - ( 

3 -i;^5^;i/T^ y ::^Dtf;i/) :^;i//Jfi/'-f ^ Fi^^i^29mg(OTH F^?K (2m 

L) $:<t>x.T, ^?aT*3^r^^f£;;Lfec i5^5?Sic i;?^ n □ ^ ^ > i:*^ < t>;t 

[0 0 5 5] 

^H-NMR (CDCI3) : 8=1. 24 (6H, d, J =7.0. CH (CH3) 
2) , 1.32 (3H, d, J =6.2, 4-CH3) , 2.58-2.73 (2H, m, CH, ( 
CH3) 2' CHoCgHg) , 2.89—3.05 (2 H, m, H-2, CHpCgH^) , 3. 
63 (IH, b s, H- 8) , 4.94—5.00 (1 H, m, H-4) , 5.18—5.25 (2 



mU^^ 11-301 
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H, m, H - 3 , H - 7 ) , 5.40 ( 1 H, b s , H - 8 ) , 6.55 ( 1 H, t , J 
= 6.8, H-5' ) , 7.12—7.29 (5H, m, CgH^) , 7.63 ( 1 H, d d , J 
= 6.8, 2.2, H-4' ) , 8.57 ( 1 H, dd, J =6.8, 2.2, H-6' ) , 10.3 

-l-(. 1- H,— d-, -C-Q-NH,— J-^6^.8-)-,— 12..-78 (.1 R,-.s-,— Q-Hj 

MS (TSP) : m/z=485 (M + H) 
[0 0 5 6] 

MMM 5 (2R , 3R , 4S , 7S) -7- (3-Me thoxysa 1 i cy 1 am i no) -2-benzy 1 -5 , 9-d i oxa-3- i s 
obutyryIoxy-4-inethyl-l,6-cyclononanedione (-fl:-^i^fS#UK-2A— 002. 

(1) iz^i-i^R^i3-^v:r^V)vm. Rg^^j'^s h^t/iM;^;i/S-r^-5'fb-^ 

, mm(D:^micxmmit^m (ir^74%) ^mr^o 

[0 0 5 7] 

^H-NMR (CDCI3) : 6=1.24 (6H, d, J =7.3, CH ( CH 3) g 
) , 1.33 (3H, d, J =6.5, 4-CH3) , 2.60—2.73 (2H, m, ^11 (C 
H3) 2. CHoCgHg) , 2.92—3.05 (2H, m, H-2, CH pCgHg) , 3.63 

(IH, bs, H-8) , 3.90 (3H, s, OCH3) , 4,90—5.26 (3 H, m 
, H-3, 4, 7) , 5.18—5.25 (2H, m, H-3, H-7) , 5.45 ( 1 H, 
b s , H - 8 ) . 6.81—7.29 ( 8 H, m, aromatic), 7.46 ( 1 H, d 
, J =6.5, CO NH ) , 10.75 ( 1 H, s, OH) 
MS (TSP) : m/z =514 (M+H) 
[0 0 5 8] 

^MM 6 (2R , 3R . 4S , 7S) -7- (6-Hydr oxyp i co 1 i ny 1 am i no) -2-ben2y 1 -5 , 9-d i oxa-3- 
isobutyryloxy-4-methyl-l ,6-cyclononanedione (^t:-g^SH#UK-2A— 005. — Kg 

^ (1) Jcfei-t-g>Ri*Wy:/^U;i/^. Rg^^e -n Fn:3p.>tfziu^;i/«-efe 

[0 0 5 9] 



2 1 
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^H-NMR (CDCI3) : 8=1.05—1.34 (9H, m, CH (CH3) 4 
-CH3) , 2.60-2.75 (2 H, m, Cli (CH3) CHpCgH^) , 2.87—3. 
05 (2 H, m, H- 2, CHpCgHg) , 3.73 ( 1 H, b s , H- 8) , 4.46 ( 
IH, d --OH> J =8.9) , 4.94—5.00 (IH, m, H-4) , 5.18—5.32 ( 
3H, m, H-3, 7, 8), 6.78 ( 1 H, d, J =8.9, aromatic ( 
pyridinering) ) , 7.12—7.30 (8H, m, aromatic (p 
yridinering, CgH^) ) , 7.58 ( 1 H, d d, J =7.0, 2.2, a r 
omatic (pyridinering)), 8. 18 (IH, d, J =7.3, C 
ONH) 

MS (TSP) : m/z =485 (M+H) 
[0 0 6 0] 

7 (2R,3R.4S,7S)-7-(2,4-Dihydroxypyrimidine-5-carboxylainino)-2-ben 
z y 1 -5 , 9-d i oxa-3- i sobuty r y 1 oxy-4-me thy 1 - 1 , 6-cyc 1 ononaned i one (f I: -^^ffi #U 
K-2A-006, (1) JC^l-tSRi*Wy:/^y;i/«. R2*^2, 4-i^'l:lK 

n^->tfu $ i^y- 5 -b!?;i/>K^->;i/at?fe-s>-fb'a-#?) 

zy-^-ij)\^ii^ym\zm^. nm(Di3m\zxmmit'^^ (4x^23%) s:#>t„ 

[0 0 6 1] 

^H-NMR (CDCI3) : 6 =1.05—1.32 (9 H, m, 4-CH3, CH ( 
CH3) 2) » 2.59-2.72 (2 H, m, CJi (CH3) CHpCgHg) , 2.90—3 
.00 (2H, m, H-2, CHpCgHg) , 3.60 ( 1 H, b s, H - 8) , 4.22 ( 
IH, bd, OH) , 4.90—5.40 (4 H, m, H-3, 4, 7, 8) , 7.11—7. 
26 (8 H, m, CgHg) , 8.51 (IH, s, aromatic (pyrimid 
i ne r i ng) ) , 9.29 ( 1 H, d, J =7.3, CONH) MS (TSP 
) : m/z =502 (M+H) 

[0 0 6 2] 

HifeM 8 (2R,3R.4S.7S)-7-(3-Hydroxy-2-methylquinol ine-4-carboxylainino)-2 
-benzy 1-5 , 9-cl i oxa-3- i sobut yr y 1 oxy-4-me thy 1 - 1 , 6-cyc 1 ononaned i one (jt^^ 
SH-^UK-2A-007, (1) iZ^n^R^ii^^ 'J^^V Rg^^S-UKU^ 



2 2 
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-Fe-G-6-3^— 

^H-NMR (CDCI3) : 6=1.20-1.40 (9H, 4-CH3, CH (CH3 
) 2) , 2.77 (3H, s,CH3(quinoline)), 4.80—5.40 (4 H, 
m, H-3, 4, 7, 8), 6.80—8.00 (lOH, m, aromatic, CON 
H) . 11.34 (1 H, s , 3' -OH) 

MS(TSP) : m/z =549 (M + H) 
[0 0 64] 

^W§<\ 9 (2R , 3R , 4S , 7S) -7- (2-Fur oy 1 am i no) -2-benzy 1 -5 , 9-d i oxa-3- i sobutyry 1 
oxy-4-methyl-1.6-cyclononanedione (>fb-p^gS#UK-2A-009. — Jjg^ ( 1 ) tC 

i5mz.xm.m^^m (jr^5o%) 

[0 0 6 5] 

^H-NMR (CDCI3) : 6=1.24 (6H, d d , J=7.1, 1.1, CH (C. 
H3) 2) . 1.32 (3H, d, J =6.6, 4-CH3) , 2.57—2.73 (2 H, m, C. 
H~(CH3) 2^ CHoCgH^) , 2.88-3.04 (2H, m, H-2, CHgCgHg) 
, 3.57 (IH, bs, H- 8) , 4.96-5.02 (IH, m, H-4) , 5.17—5.24 
(2H. m, H-3, 7) , 5.38 (IH. b s, H-8) . 6.05 (IH, t, J 
= 1. 7, aromatic (furanring)),7.02(lH, d, J = 
7,7, CONH) , 7.11—7.29 (6H, m, aromatic (benzene 
ring, furanring)),7.46(lH, d, J =1.7, a r o ma t 
ic(furanring)) 
MS (TSP) : m/z =458 (M+H) 
[0 0 6 6] 

10 (2R.3R,4S.7S) -7- (3-Hydr oxy-2-qu i noxa 1 i necar boxy 1 am i no) -2-benz y 1 
-5,9-dioxa-3-isobtttyryloxy-4-methyl-l,6-cyclononanedione (fb-p^iH-^UK-2 
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A-Olo, -12^(1) Jcfcj^sRjAW v:/5^U;i/S. Rg^^s-t Kn^sy- 2 - 

[0 0 6 7] 

^H-NMR (CDCI3) : 6=1.23—1.37 (9H, m, J=7.1, 1.1, CH 
(CH3) 2. 4-CH3) , 2.60—2.75 (2H, m, CJi (C H3) CH^Cg 
Hg) , 2.90—3.10 (2H, m, H-2, CH pCgHg) , 3.66 ( 1 H, bs, H 
-8) , 4.99—5.51 (4H, m, H-3, 4, 7, 8) , 7.13—8.12 (lOH, m 
, CONH, aromatic (benzenering)) , 11.78 (IH, 
s, -OH) 
MS (TSP) ; m/z=536 (M+H) 
[0 0 6 8] 

HifeMll (2R,3R,4S,7S)-7-Salicylamino-2-benzyl-5,9-dioxa-3-isobutyryIoxy 
-4-methyl-l,6-cyclononanedione (-fb-p ^Ba-^UK-2A- 101, —1$^ (1) tCfett 

s R y y Rg*^-^- y 5^;v«T*^-5^fc:-^i^) 
ll»J4 jcfetts 2 - t Kn^ri/-=i5^>^$:-9-y^;i/@?ic#;t, |H|^®:&^ 

[0 0 6 9] 

^H-NMR (CDCI3) : 6 =1.20—1.36 (9 H, m, CH ( CH 3) 4 
-CH3) , 2.60—2.80 (2 H, m, jCH. (CH3) CHpCgH^) , 2.91—3. 
00 (2 H, m, CHoCgHg, H-2) , 3.60 ( 1 H, b s, H- 8) , 4.98—5 
.27 (3 H, m, H-3. 4, 7) , 5.45 ( 1 H, b s, H- 8) , 6.84—7.44 
(lOH, m, aromatic, CONH) , 11.80 (1 H, s, OH) 
MS (TPS) : m/z =484 (M+H) 
[0 0 7 0] 

IlifeM 12 (2R . 3R , 4S , 7S) -7- (3-N i tr osa 1 i cy 1 ) am i iio-2-ben2y 1 -5 , 9-d i oxa-3- i sob 
ntyryloxy-4-methyl-1.6-cyclononanedione (-fb-p'#iS#UK-2A-102. —WC^ ( 

1) cfcttsRiTbW v^^^y R2*^3-^ h□1^y^;l/^T'^s^fc-^^^) 
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mm(D^m:^xmmit^m (iR^66%) ■^mr=.o 

[0 0 7 1] 

^H-NMR (CDCI3) : 6=1.23~1.37 (9H, m, CH (CH3) 4 
-CH3) , 2.60—2.80 (2H, m, C_H (CH3) 2» CH^CgHg) , 2.80-3. 
10 (2 H, m, CHoCgHg, H- 2) , 3.60 ( 1 H, b s , H- 8) , 4.98 ( 
1 H, b s, H-4) , 5.18—5.30 (2H, m, H - 3, 7) , 5.42 ( 1 H, b 
s, H- 8) , 7.06—7.29 (6 H, m, CgH^, H-6' ) , 8.27 ( 1 H, d, 
J =7.6, H-5' ) . 8.45 ( 1 H, d, J =7.6, H-4' ) , 8.76 ( 1 H, b 
s, CONH) 
MS (TPS) : m/z =527 (M-H) 
[0 0 7 2] 

^MMIS (2R , 3R ,4S , 7S) -7- (3-Ain i nosa 1 i cy 1) am i no-2-beiizy 1 -5 , 9-d i oxa-3- i sob 
utyryloxy-4-methyl-l,6-cyclonoiianedione (>f[:-a#l8g#UK-2A— 103. — ( 

1 ) ic i:)--g> R i*'5-f V zT^ V RgTb^ 3 - y ^ y -9- u ^Jimx-^^^t-^m) 

UK-2A-102 50mg 5::?^ ^ y -;L'25iiiLlC^fi?L/, 10%7\° v '^^ 5 m g 

1:1) izxmmL. mm^t^memg mms^%)^nr=.o 

[0 0 7 3] 

^H-NMR (CDC I3) : 6 =1.23 (6 H, d, J =7.3, C H ( C_H 3) 2 
) , 1.33 (3H, d, J =5.9, 4-CH3) , 2.60—2.80 (2 H, m, CJi (C 
H3) 2' CHoCgHg) , 2.92-3.00 (2 H, m, CHpCgHg, H-2) , 3.60 
(1 H, b s, H-8) , 4.00 (2H, b s, NHg) , 4.98 ( 1 H, b s, H 

- 4) , 5.00—5.50 (2 H, m, H-3, 4, 7, 8), 5.42 (1 H, b s, H 

- 8) , 6.66—7.29 (9 H, m, aromatic, CONH) , 12.00 ( 1 H 
, s, OH) 

MS (TSP) : m/z =499 (M + H) 
[0 0 7 4] 
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lIMM 14 (2R . 3R . 4S , 7S) -7- (3-For my 1 am i nosa 1 i cy 1 ) am i no-2-benzy 1 -5 , 9-d i oxa- 
3 - i sobutyry 1 oxy-4-methy 1 -1 , 6-cyc 1 ononaned i one ( ^b-g ^ia#UK-2A — 1 04. — 
(1) tc ft ;g> R iTb^-f V U Rg:^^ 3 - :t^JV ^ ;i/y ^ y -9- 'J ^ )vm 

UK-2A-103 8.8mg ^J^>fb>^^l^> 1 mLlC^^L. Si^O.Sm L7j?CV^7?M:?^ 

;i/;!j^A^Dvh^^-7>f - (ltmx5^;i/ : /\^it>= 1 : 1) icT^WiSb. m. 
S^t;'n^4.2mg (JR^44%) $:#fcc 
[0 0 7 5] 

^H-NMR (CDCI3) : 6 =1.20-1.40 (9H, m, CH (CH3) 4 
-CH3) , 2.60-2.80 (2 H, m, CH (CH3) CHgCgHg) . 2.80-3. 
10 (2H. m. CHoCgH^. H-2) . 3.59 ( 1 H, b s. H-8) , 5.00-5 
.26 (4 H, m, H-3 , 4 , 7 , 8) , 6.66-7.29 ( 8H, m, aromat 
i c) , 12.00 ( 1 H, s, OH) 

MS (TSP) : m/z =527 (M+H) 
[0 0 7 6] 

1 5 (2R , 3R . 4S . 7 S) -7- (5-N i t r osa 1 i cy 1 ) am i no-2-benzy 1 -5 . 9-d i ox a-3- i sob 
utyryloxy-4-methyl-l ,6-cyclononanedione (>fl:-^^IB-^M-2A— 105. — ( 

1) g> R 1 y u R 5 - - h p •» u ^ ;i/ST- $) ^ -fb-^^) 

nm<Di3m.\zx^mit^m (4x^84%) s:#fco 

[0 0 7 7] 

^H-NMR (CDCI3) : 6 =1.22-1.43 (9 H, m, CH (CH3) 4 
-CH3) , 2.61-2.75 (2H, m, CH (CH3) CHgCgHg) , 2.90-3. 
01 (2H, m, CHgCgHg. H-2) . 3.68 ( 1 H, b s, H-8) , 4.90-5 
.40 (4H, m. H-3, 4, 7, 8) , 7.00-7.30 ( 6 H, m. H-3* ) , 7 
.58 (1 H, d, J=6.5. CONH) , 8.27 (1 H, d d . J =8.9, 2.2, H- 
4' ) , 8.46 (IH, d, J=2.2, H-6' ) 
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MS (TSP) : m/z =527 (M-H) 
[0 0 7 8] 

^ifeM 16 (2R , 3R , 4S , 7S) -7- (5-Am inosa 1 i cy 1 ) am ino-2-ben2y 1 -5 , 9-d i oxa-3- i sob 
ntyryloxy-4-methyl-l,6-cyclononanedione (jb p'^8B#0K~2A— 106, ( 

1) tc ^ R 1 7b w y u jm. R 2:^^ 5 - T ^ y -9- u ^ ;i/aT- ^ ^t^m) 

|ligMl2lC^(:}-eUK-2A-102l:UK-2A-105{C#^, |^^CZ):&^£lCT^M'ft'^tJ 

(iR^49%) &#fco 
[0 0 7 9] 

Ir-NMR (CDCI3) : 6 =1.20-1.40 (9 H, m, CH (CJig) 4 
-CH3) , 2.58-2.80 (2H, m, CH (CH3) CHgCgH^) . 2.88-3. 
04 (2H, m, CHoCgHg, H-2) , 3.58 (1 H, bs, H-8) , 4.90-5 
.40 (4 H, m, H- 3, 4, 7, 8 ). 6.70-7.30 ( 9 H, m, aromat 
i c, CONH) 
MS (TSP) : m/z =499 (M+H) 
[0 0 8 0] 

^ifeM 17 (2R , 3R . 4S . 7S) -7- (4-Ch 1 or osa 1 i cy 1) ami no-2-benzy 1 -5 , 9- d i oxa-3- i so 
butyryloxy-4-methyl-l,6-cyclononanedione (^b-p%IH^UK-2A— 109 . — ( 

|^=^®:&^lCT^^^b-6ri^ (iR^26%) 
[0 0 8 1] 

^H-NMR (CDCI3) : 6 =1.23 (6H, d, J =7.0, C H (CH 3) g 
) , 1.34 (3H, d, J =6.5, 4-CH3) , 2.40-3.00 (4 H, m, CH (C 
H3) 2» CHgCgHg. H-2) , 3.60 ( 1 H, bs, H- 8) , 4.90-5.60 ( 
4H. m, H-3, 4, 7, 8), 6.83—7.36 (9 H, m, aromatic, 
CONH) , 11.99 (1 H, s, OH) 

MS (TSP) : m/z =518 (M+H) 
[0 0 8 2] 

HlBSM 18 (2R , 3R , 4S , 7S) -7- ( 5-Ch 1 or osa 1 i cy 1) am i no-2-benzy 1 -5 , 9 -d i oxa-3- i so 



mil#¥ 11-30 



